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PROBLEM TO BE SOLVED: To obtain the subject new compound derivative, 
which is a specific phosphonic diester derivative having the quinazolinone skeleton, 
having hypoglycemic actions and capable of manifesting excellent efficacies with a low 
dose and useful as an active ingredient, etc., of a medicine such as a therapeutic agent for 
diabetes. SOLUTION: This new phosphonic diester derivative is represented by formula 
I (R<1> to R <4> are each H, a halogen, a lower alkyl, a lower alkoxy, amino, nitro, etc.; 
R<5> is a lower alkyl, a lower alkenyl, phenyl, etc.; R<6> and R<7> are each a lower 
alkyl; A is a thiophene ring, a pyrazine ring, a lower alkylene or a single bond) and is 
capable of manifesting hypoglycemic actions and excellent efficacies with a low dose and 
useful as a therapeutic agent, etc., for diabetes. This compound is obtained by reacting 2- 
amino-N-substituted benzamides represented by formula II with a 
dialkoxyphosphorylcarboxylic acid halide represented by formula III (X is a halogen) in 
the presence of a deacidifying agent in a solvent and then carrying out the cyclizing 
reaction of the reactional product. 



WO95/24410 

A phosphonic diester derivative represented by general formula (1) and useful as 
a remedy and preventive for hyperlipidemia, hypertension, diabetes, and so forth. In 
formula (1) R 1 , R 2 , R 3 and R 6 represent each independently hydrogen, lower alkyl, 
halogen, nitro, etc.; R 4 represents phenyl, lower alkyl, phenylalkyl, etc.; R 5 represents 
lower alkyl; R 7 represents lower alkoxy, hydroxyl, phenyl, or phenylated lower alkoxy or 
lower alkylamino wherein the phenyl group may be halogenated; X 1 and X 2 represent 
each oxygen or sulfur; A represents oxygen or a single bond; and Z represents lower 
alkylene. 



WO97/08153 

A novel process comprising cyclizing a compound represented by general formula 
(1), wherein R 1 , R 2 , R 3 and R 4 are the same or different and each represents hydrogen, 
lower alkyl, etc.; R 5 represents phenyl, etc.; and R 6 represents lower alkyl, etc.; by 
treating with a halogenated trialkylsilane in the presence of a base to thereby give a series 
of quinazolin-4-one derivatives represented by general formula (2), wherein R 1 , R 2 , R 3 , 
R 4 , R 5 and R 6 are each as defined above, which are useful as drugs and intermediates in 
the synthesis thereof in a high yield while suppressing the formation of by-products. 
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